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(57) Abstract: A serum cholesterol lowering agent or a preventive or therapeutic agent for atherosclerosis, which each comprises 
a combination of a compound represented by the following general formula (I) or a pharmaceutically acceptable salt thereof with a 
cholesterol biosynthesis inhibitor and/or a fibrate type cholesterol lowering agent. (I) (b) (a) [In the formula, A l9 A 3 , and A4 each is 
hydrogen, a group represented by the formula (b), or a group represented by the formula (a), provided that at least one of these is a 
group represented by the formula (a); A 2 is Ci_ 5 alkyl, etc.; and n, p, q, and r each is an integer of 0, 1, or 2.] 



WO 2005/000353 Al I Hill llllllll II llllll lllll Hill lllll llll I II III lllll lllll lllll lllll lllll Nil lllllll llll llll llll 



CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU, IE, 25:^3— K&tfM©B§IIICO l*T It , ^MSf§fl^+t-5> 

IT, LU, MC, NL, PL, FT, RO, SE, SI, SK, TR), OAPI (BF, QtPCTHM "J Y- ©4£HIC$§*£ £ foT l s %> r 3 — K t BSIS 

BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, (Dtf-T $ >X / — h J £#Bg 0 
TD, TG). 



(57) ^^J: 



^ 1/ ;* ^ a - & J$ PA * 3<J & / X 7 -f ^ 9 — h^a^^^a- 

A 3 



p 




C b ) 



( a ) 



•e$SH5St?*ot» r. ti/ <b © 5 h v^ i* tf> l o ± & T (a) 5£ t* 

qStf r SO, lXtt2©It^tto ) 



WO 2005/000353 



PCT/JP2004/008678 



1 

mmm 

p*g M T % /3 - Z & A p u x 9- n — )V mummM £ p U * "r d — jv^^m 

io j$mtemT% 0 

7 =r d -A^mmmm h*wm?z>zt$) mm-^nx ^ % e#st¥ 8-5 
0514 l^&m) o 9b\zc-mmfc*fr^fo^M-rz> o-^ 

P-;i/f£T^Jtc^^-tr$>?)C ^^^^bfc (HPI^ISO 2/0 6 6 4 6 4 
20 f^ >7l/ y b ) o 

■&mm±, Mfcfttifcj&vSP l^^p-;W£T&J<^r^p-AfMSM 

^0 ^ m^tewtrnm & M#t f § 3 £ % a ^ t r a « 

25 *#gBjm. (I) -e^^ti§-fb^t>X^^O^^i3^b-5 

-MSTg'J £ & i±T & ^iferSP — Jl/i&TftmteT^ p - At£ 



WO 2005/000353 



PCT/JP2004/008678 




(R 3 )q 



(I) 



(R3)r 



H 3 C • CH 3 

R 3 



5 Cl^s R 2 &- CH 2 OHX. -CH 2 OC(0)-R ! SXii-C0 2 -R 1 St 
R 3 (i-OHSxa-OC (O) -R^tfe^o s R 4 ti-(CH 2 ) k R 
5 (CH 2 ),- (fibs k£lttOX&lW±©Mi&T»;fc*K k+lfcfcl 0JW 

>miz%g&vx^& 0 £f£R 5 tem&%mv, (-) s -ch = ch 

10 -s -OCH 2 -, *;i/^-Jl/SXi*-CH (OH) -T-&£o D ^^^tl 
SX-C&b, A,, A 3 S^A 4 ©V^-rn^loJ^±^^-r±g3 (a) 

s c^CsCDT^^^;]/!!, c t ~c 5 ©t K d ^ c t - c 5 

15 ^-r] 




( a ) 



WO 2005/000353 



PCT/JP2004/008678 



3 

n U 7, J- D — ^WST&iJ ^ £ffi£r IT & & lfa$t 31/7rD — ;W£Tglif& & T ^ 

( i ) ^m^n^^mjii±^(Dm^izm^vv ^M^umLtzmmt, 

{&yM^\±^^^—M^mmmhm.(D : ^my.\±^mn-^^>^>o g*^ nuta- 
ns (i) x^m^ti^it^jiit^cDm^m^mvo ^>mts ni/xrn 

io m-^vx^^\tm7kmiz^vx^ 

&$£w\±, mm— ^ ( i ) xmzn&it^xte^cDM^&itet^vo 

<ST»ifc&#fflL/fcai^ @— jr^ (i) xm^nzihtemxte^vM^m 
^mmxm^zmm— (i) xm^n^ih-^mxit^^m^^^ 

25 HO 2/0 6 6 4 6 4^^>7Vf htfl^*i"CV^?)o ^©Jfil^n V 7 



WO 2005/000353 



PCT/JP2004/008678 



4 



S£ 1 







mpCC) 


[alg/CCSolv.) 


1 


OH 

HO/*. A^OH 


89-90 


-40.4 
(C=0.5, MeOH) 


2 


OH 

HO/,,. X^OH 


110-112 


-33.2 
(C=0.5, MeOH) 


3 


OAc 
AcO /## JL ,*OAc 


56-58 




4 


OH 


76-78 




5 


OH 

HO/,., JL *OH 
j^y< 0 J^OH 


73-75 





WO 2005/000353 



PCT/JP2004/008678 



5 



2 







mpCC) 


[ « ]d /(C, Sol v.) 


6 


OAc 

Aca. JL ,*OAc 
r^jY^^ Q Jn^ O Ac 


60-62 




7 


OH 

HO,, JL , v OH 


80-82 


-46.7 


8 


OAc 

AcCfe. .J^xOAc 

rfY^o^- OAc 


56-58 




9 


OH 

HO,,. A^OH 

rfT^o^ OH 


84-86 


-40.4 
fC=0 5 MeOH) 


10 


OAc 
AcO*,. JL , A OAc 


60-61 





WO 2005/000353 



PCT/JP2004/008678 



6 



3 







mp (*C) 


[«3l s /(C. Solv.) 


11 


HO,,, Jl ^OH 


74-75 




12 


.OH 
HO* JL *OH 


65-67 


-40.4 
(C=0.5, CHCb) 


13 


OAc 

AcO,,, X. ^OAc 

^ no, 


64-66 




14 


OH 

HO„. JL ..vxOH 


61-62 




15 


OH 

HO/,. JL..*OH 


64-65 





WO 2005/000353 



PCT/JP2004/008678 



7 

«4 







rap 0C) 


[«] 2 D 5 /(C, Solv.) 


16 


6 ■ 


DH 

C* OH 


73-75 




17 


OH 

HO/,. JL ^OH 


105-106 




18 


o 


H 

yOH 

,CH 3 
"C0 2 Et 


73-74 




19 


OH 


170-172 




20 


( 


3H 
C0 2 Et 


76-78 





WO 2005/000353 



PCT/JP2004/008678 



5 







mpOC) 


[«3??/<C, Solv.) 


21 


OH 


161-162 




22 


OH 

° ^„ 


115-117 


-71.3 
(C=0.3, MeOH) 


23 


OH 

HC OL J »OH 

6 


104-106 


-110 
(C=0.5, MeOH) 


24 


OH 

HC k r X..*OH 

X" > jD^° H 
° XX 


102-104 


-58.0 
(C=0.3, MeOH) 


25 


OH 


67-69 


-62.8 
(C=0.5, MeOH) 



WO 2005/000353 



PCT/JP2004/008678 



9 



6 





; 


mp ( 










OH 






26 




O 




78-80 


-67.2 
(C=0.5, MeOH) 








OH 

HO '<..X,.* OH 






27 








104-106 


-26 0 
<C=0.5, MeOH) 








OH 

HQ, I nw 






28 


• 


o 




OQ-OO 


-35.7 
(C=0.6, MeOH) 








OH 

HO «yJL.*OH 






29 




OH 

o 


JUT 

-N. — 

VI 

^^C0 2 H 


148-150 


-122.0 








OH 

HO v*L.^° H 










o 








30 


^0 


o 




102-104 


-52.0 
(C=0.3, MeOH) 



WO 2005/000353 



PCT/JP2004/008678 



10 

m. 7 



w% ■ 




mp (*C) 


[a^/CQSolv.) 


31 


OH 

HO V*V OH 

^^C0 2 H 


97-99 




32 


OH 


Iiq 


-39.3 
(C=0.8, MeOH) 


33 


OH 

. ho y*y* oh 

oh r^v^^^^. 


82-84 


-47.6 
(C=0.5, MeOH) 


34 


OH 


83-85 




35 


OH 

HC K X .*OH 


81-83 





WO 2005/000353 



PCT/JP2004/008678 



11 

^8 







mpCC) 


[o]^/(QSolv.) 




OH 

"O^A^OH 






36 


OK jV-O^™ 

° XX 


79-81 






OH 

H< \JL..vOH 






37 


OH fi^-^o^ 0 " 

° X5 


80-82 






OH fi^^V 17 






38 


200-201 


-69.3 
(C=0.3, MeOH) 




OH J^^^ 1 " 






39 


< Voh ° T 

HO OH 


126-128 


-42.66 
(C=0.3, MeOH) 




OH 














40 




78-80 





WO 2005/000353 



PCT/JP2004/008678 



12 

^9 







mp 0C) 


[«]|?/(C,Solv.) 


41 


OH 


110-112 


-67.2 
(C=0.5, MeOH) 


42 


OH 


56-58 


-92.0 
(C=0.3, MeOH) 


43 


OH 


96-98 


-40.4 
(C=0.5, CHCb) 


44 


OH 

era; 


84,86 


-41.3 
(C=0.3, MeOH) 


, 4 5 


OH 

OH 1< ;5:? V^^ 


84-86 


-64.0 
(C=0.25, MeOH) 



WO 2005/000353 



PCT/JP2004/008678 



13 







mp (*C) 


U]£, s /(C,Solv.) 


46 


OH 

OH jJY^O^° H 


153-155 


-54.66 
(C=0.25, MeOH) 


47 


OH 

OH f^^V^^^ 


72-74 


-33.6 
<C=1.0, MeOH) 


48 


OH 

OH f J? V^ V ^^o^^ OH 


81-83 


-21.8 
(C=1.0, MeOH) 


49 


OH J^jf P 

HO )—< UM F 
HO OH 


111-113 


-20.0 
(C=0.35, MeOH) 


50 


OH 

OH J^Y^" 0^ 0 i^°H 

^ 0 Cl, 


61-63 


-48.6 
(C=0.14, MeOH) 



WO 2005/000353 



PCT/JP2004/008678 



14 







mpCC) 


[alg/CC, Solv.) 


51 


r " o 


OH 

H0 ^X,^OH 
-^Tv^<Ss^x^ 1 OH 

" N tX 


65-67 


-42.8 
(C=0.25, MeOH) 


52 


OH 


OH 


79-81 


-33.2 
(C=1.0, MeOH) 


53 


OH 


OH 


81-83 


-29-4 
(C=0.5, MeOH) 


54 


OH 


HO* 


OH 

O' ^ 


69-71 


-38.6 
(C=0.35, MeOH) 


55 






OH 
0 


66-68 


-42.9 
(C=0.35, MeOH) 



WO 2005/000353 PCT/JP2004/008678 

15 



mi 2 







mp (.o; 


l« Id s \*-» iolv.j 


56 


OH 

OH J^V^° 


82-84 


-49.2 
(C=1.0, MeOH) 


57 


OH 

"VX ,*OH 

X X.OH 
OH ^Y^^O^^ 


116-118 


-76.0 
(C=0.3, MeOH) 


58 


OH 

HO/ "r^S A ° H 

T H (^ s? V^^ 0 ^COOH 


110-112 


-40.3 
(C=0.7, MeOH) 



IS^Jfr D51^nfc / i>^< llt^§o HMG CoAb^' 

N i/ AMX^^>s -f^^X<$^>. 7hjl//U^f >^ 

D^/^^^^>s tf^X^^s #;W\*;*#^> (TF 8 0 2) ^Jf-t-fe 

s^^^^u>^^^r^^— vmmm&. 5 9 8 c (e) -n 

10 -rc^;i/-N- (6, 6 -^p<^;i/- 2 -^7^>- 4 --f -3-[ 



WO 2005/000353 



PCT/JP2004/008678 



16 

N n7^7*D^K AHL-.l 5 1 Djg«iiftil>ft< fcfc 1 

#$BBS©3fca!fciu f^x&2MSn©^«rr!tfc^<*n*o fits — tea ( 

©lim^o 002. fc£* -l« (i) -e^^ns<b^xia:^©^e«jK: 

Xrn — M&TftJ k £ m^Of'J^rT-IBi^r b , H tfi fc: jfc b ^ 
10 & IB -a b SE-a^fJ (0S*BU tfc&U &e&Is «J 

&u Kf$^ji:bTi±. muftk tft-etftL mm#L mmu mmm. subau 

o 

15 Sfe s — jRa* (I) T^^tL^fh^X«^©^#^fcfF^b>5 ^.^^iR 

20 T&!h&. ^t4bt*Xiil^^4btti^ 0 

its 1 B 10~50k: ^fj b T ^ ti £ o -fet (I) T^^n^fb-^-t) 
Xli^©lf^i:fFtbo§il^ 0. 1 ~ 1 0 0 mg/k g (nfi ?Li&tJ* 
25 fi) /aoM&^SRlfi^&ftSo ni/;*^n— ;v£^j£IM#iJfcJ\ 1 mg~ 
3g/kg (ni?Li&'#J#:fi) /B©fi£#SI&#£ft& #\ ^O^OHM 
G CoAto^t{i5~10 0mg/kg (nf?LlW£fi) /B©M£;fr 
g!!i9!#£tL&o 7-f77-^nl/XrO-;H£T^ 1 ~ 1 0 0 0 m g 



WO 2005/000353 



PCT/JP2004/008678 



17 

«9 5 6 ^ a ) s SWb^liSf 3 7 (Diking (JWTs -fb^rtJ 3 7 i: ^ 5 ) 

ms^ifc i 

ft!3 0 0 — 5 0 0 gCStOSprague Dawley-7 y h ( 0 ^xxx ;V->— % 
»Hjl&fif4»&f9«* N MF- 1 %<Dnux^n~ 0 . 5%cD3 

15 -;^§«unu&MfcSlbN EHftfc^y^u 3 — ;i^4 o o izm 

JSLfc-fb^tJ 5 6 £ 0 . 3mg/'kg:s 7f^/U^f lmg/kgX 

20 SfJ^bfeo It{li^5 6 £ 0 . 3mg/kgh7^WU^^>lmg/ 
kgX!i7i;7^f rfy—Y 1 0 m g/k g iKD&mtb&lZ'O^X & MUte 

mmvtzo ^omtn^tfc. msk#^ 1 ~ 3 5 6©jjM& 

25 rj vx^D-;vfj6©^-fST*»^r3^^i3M1-^,jjii: UT^L'fco 



WO 2005/000353 



PCT/JP2004/008678 



18 



1 3 



mm 






&m 


l«S< 1 V /O/ 


1 


vc&m 5 6 


0.0 3 


6 


1. 9 


2 


5 6 


0 . 3 


6 


6 9 


3 


\&&m 5 6 


1 


6 


3 3.5 


4 




1 


6 


6. 2 


5 




1 0 


6 


10.7 


6 


ik&Ofo 5 6 


0.3 
1 


6 


2 0.2 


7 


tt&m 5 6 

;7^y 7^/7- b 


0 . 3 
1 0 


6 


4 1.3 



S13 {3 Xtii^ <b^-tJ5 6CD0. 3mg/kg/Bh7 h;WU^f >© 
lmg/kg/0i§fffl^bfc^ (^#-^6) . S^^D5 6©0 
. 3mg/kg/HJ:7i;7^7-h01 Omg/kg/BJ:M^b 

{ti^rtJ5 6 7£ffl^£J^« s Hill h^r<(5fb^ 



WO 2005/000353 



PCT/JP2004/008678 



19 



il4 







(mg/kg/0) 


mm 


f&T^(%) 


1 1 


\\&m 3 7 


0.0 3 


6 


5. 6 


1 2 


it&m 3 7 


0.3 


6 


18.0 


1 3 


'fb-a-^ 3 7 


1 


6 


3 1.0 


1 4 




1 


6 


6.2 


1 5 




1 0 


6 


10.7 


1 6 


{frg^ 3 7 


0.3 
1 


6 


3 1.5 


1 7 




0.3 
1 0 


6 


3 9.5 



mi 4iz&ti^ <b^t!3 7 © 0 . 3mg/kg/H£T WWSX<73^>CD 
lmg/kg/B^«#im 6) s 2&tMb£r#>3 7© 

0 . 3 mg/k g/Ht7x77^7*7-hOl Omg/k g/B^IW# 

^fM4UfeS-6r 1 2, 14, 1 5 ) (Dtfs.m^ i/X^p-;WiI 

10 ^H±.CD^Jffinrfl« 

^mm(D, (i) -e^^ti^-fb^x^^o^^^fcs^^b^^^: 

ffi ti fc j& ^ n u x r p — ; 1/ {£ T m j& « T 5 1 n — a ft 1ft « <b ^ cd ^ ffi X & 



WO 2005/000353 



PCT/JP2004/008678 



20 



i. Tie— (i) T'm^n&m&'Wx.te^cDM^miztsm^o &i&t 



n C! ~C 5 ©7-;i/n3ri/S N -COOR ls : 



H 3 C CH 3 

10 ^gt^ti^X, : 
R 3 



CiCFfs Ejli-CHjOHl, - C H 2 O C(0 )- R^Xfcfc-C Oj-R^t 
fe£o R 3 li-OHSXIi-OC (O) -R^tfe^o R 4 li-(CH 2 ) k R 5 ( 
CH 2 ),- (teu ki:lliOXSl)M±0iltt^^ k+l&l OWT 

15 i)tf;:$£iirLT^3 0 £ £R 5 fc£#£^r£St u (-) „ -CH=CH- 

s -OCH 2 -, 5b;i/^-MXS-CH (OH) --trfe?>o 3 -C^^ti^ 




(R3)r 




( a ) 



WO 2005/000353 



PCT/JP2004/008678 



21 

StfeSo A ls A 3 J%.TFA 4 <D\,^-ftL-fr loJ^±H:«8>r±B (a) aST"* 
A z {is C, ~ C 5 ©TVl/^l/gL Cj ~ C 5 CDTJVZi^-^m 
s C! ~C 5 ©r;i/^r— C^ — C 5 ©h Hn^:p;i/:3r;i/§iX};±C 1 ~C 5 

5 mto ] 

2. ttfiB-^ (i) ^m$n%fc&mxi±^(DM¥mtem^vo zmh 

Tffl £ £ IB-S- b x & & m$tm 1 HBifteifira n u x ^ n — ^ffiT&liB i± t ^ p 
- A & tb to © ^ B6 X &?&fft$iJ o 

io 3. iiuf3-fcs (i) ^^^tts^^xtt^o^e^fc^ba 

i/Xfp -;W£T&! £ WM b fc^H £ &m b t * y b b If 

15 4. fia!3--fct (I) ^St^n^b^M^ : 




5. BUie-flM (I) T^^a-fbi^^ : 



WO 2005/000353 



PCT/JP2004/008678 



22 




6. p i^^p — ;i/££-jsftRB£8!|# % HMG C o A UVP t? MWM 

frtzmmcDifE.m=i v x ^ p — ;i/®T^j^{i:^^ d — M^mmmhrncD^ffix 

-f^— K ->>^^f^^— K 7i;7^7"7-K ^A7^7P^ 
10 AHL-15 7 D3Sfci:*ifc4>&< t& & Z £*mfflLh 

■r^if^is i ~ 6 ^TtifrizmM<D£B.m p u v —jh&tmw.&t^ n — 

8. lute— (i) ^m£ti&ib^x.i±%<z>n^mizffnis? zmt 

is t$ij£ ^isi^^x^^^Kj^^^-r & c tmmh-r &m m% 1 ~ 3 ©urn 
t tarn © jfevs p u ^ =r p — ;hst^j t =r p — a &mmw. itm 0^ m x 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/008678 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 A61K45/00, 31/397, A61P3/06, 9/10 / /C07D405/10 , 405/12 



According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 A61K45/00-45/08, 31/00-31/80, A61P1/00-43/00 , C07D405/00-4 05/14 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 
Jitsuyo Shinan Koho 1922-1996 Jitsuyo Shinan Toroku Koho 1996-2004 

Kokai Jitsuyo Shinan Koho 1971-2004 Toroku Jitsuyo Shinan Koho 1994-2004 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 

MEDLINE (STN) , EMBASE(STN) , BIOSIS(STN) , BIOTECHABS ( STN) , CAplus(STN) , 
REGISTRY (STN) , WPI (DIALOG) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



WO 02/058732 A2 (SCHERING CORP.)/ 
01 August, 2002 (01.08.02), 



1-7 



Full 


text 








8c 


US 


2002/0151536 Al 


& 


US 


2002/0192203 Al 


& 


NO 


2003033355 A 


& 


EP 


1353696 A2 


& 


SK* 


200300948 A3 


& 


BR 


200206654 A 


& 


HU 


200303915 A2 


& 


AU 


202247019 Al 


& 


CZ 


200302030 A3 


& 


EP 


1413331 A2 


& 


KR 


2004025887 A 




JP 


2004-521893 A 



I x I Further documents are listed in the continuation of Box C. 



I 1 See patent family annex. 



* Special categories of cited documents; «*y" 

"A" document defining the general state of the art which is not considered 
to be of particular relevance 

"E" earlier application or patent but published on or after the international "X" 
filing date 

"L" document which may throw doubts on priority claim(s) or which is 

cited to establish the publication date of another citation or other «y» 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other means 

"P" document published prior to the international filing date but later than 
the priority date claimed 



later document published after the international filing date or priority 
date and not in conflict with the application but cited to understand 
the principle or theory underlying the invention 

document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such combination 
being obvious to a person skilled in the art 

document member of the same patent family 



Date of the actual completion of the international search 
06 September, 2004 (06.09.04) 



Date of mailing of the international search report 

21 September, 2004 (21.09.04) 



Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 



Authorized officer 



Telephone No. 



Form PCT/ISA/210 (second sheet) (January 2004) 



INTERNATIONAL SEARCH REPORT 


International application No, 




PCT/JP20 04/008 678 


C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


Y 


JP 8-505141 A (Schering Corp.)/ 




1-7 




04 June, 1996 (04.06.96), 








Full text 








& WO 94/14433 Al & AU 9458720 A 








& ZA 9309552 A & FI 9502916 A 








& NO 9502529 A & EP 675714 Al 








& CN 1095591 A & CZ 951643 A3 








& SK 9500783 A3 & JP 8-505141 A 








& NZ 259790 A & NZ 299704 A 








& US 5661145 A & SG 45147 Al 








& IL 108112 A 






Y 


WO 02/066464 Al (Kotobuki Pharmaceutical 


Co. , 


_L / 




Ltd. ) , 








29 August, 2002 (29.08.02), 








Full text 








& EP 1362855 Al & KR 2003076690 A 






& BR 200206193 A & US 2004/0063929 Al 






& AU 2002237522 Al & JP 2002-237522 


Al ■ 






& CN 1492865 A 






A 


WO 02/50090 Al (SCHERING CORP.), 




1 —1 
J. / 




27 June, 2002 (27.06.02), 








&„ AU 200231049 A & US 2002/0137690 Al 






& US 2003/0105028 Al & NO 200302806 A 








& EP 1347987 Al & SK 200300770 A3 






& CZ 200301674 A3 & HU 200302269 A2 






& KR 2003063414 A & BR 200116212 A 








& JP 2004-516299 A & CN 1483039 A 






A 


■ JP 10-512592 A (Schering Corp.), 




1-7 




02 December, 1998 (02.12.98), 








& ZA 9609089 A & AU 9675179 A 








& NO 9801950 A & CZ 9801294 A3 








& EP 877750 Al & SK 9800483 A3 








& BR 9611401 A & NZ 321766 A 








& HU 9802539 A2 & CN 1205707 A 








& MX 9803447 Al & KR 99067202 A 








& JP 2001-48895 A 






A 


JP 9-510970 A (Schering Corp.), 




1-7 




04 November, 1997 (04.11.97), 








& WO 95/26334 Al & AU 9521596 A 








& FI 9603817 A & NO 9604008 A 








& EP 751934 Al & CZ 9602815 A3 








& SK 9601197 A3 & NZ 283528 A 








& KR 97702246 A & MX 9604030 Al 








& CN 1144522 A 







Form PCT/ISA/210 (continuation of second sheet) (January 2004) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/008678 



C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



JP 8-501110 A (Schering Corp.)/ 
06 February, 1996 (06.02.96), 
& WO 94/17038 Al 
& AU 9460872 A 
& NO 9502884 A 
& CZ 9501801 A3 
& NZ 261714 A 



1-7 



& ZA 9400386 A 
& FI 9503497 A 
& EP 681569 Al 
& SK 9500911 A3 
& CN 1118163 A 



US 5756470 A (Schering Corp.), 
26 May, 1998 (26.05.98) , 
(Family: none) 



1-7 



Form PCT/IS A/210 (continuation of second sheet) (January 20Q4) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/008678 



Box No. II Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet) 



This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 

lm GO Claims Nos.: 8 

because they relate to subject matter not required to be searched by this Authority, namely: 
The invention as set forth in claim 8 pertains to method for treatment of 
the human body by therapy and thus relates to a subject matter which this 
International Searching Authority is not required, under the provisions of 
Article 17(2) (a) (i) of the PCT (continued to extra sheet.) 

2 * CD Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 



Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box No. HI Observations where unity of invention is lacking (Continuation of item 3 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 



2 - □ 



As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 
claims. 



As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment of 
any additional fee. 

As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



No required additional search fees were timely paid by the applicant. Consequently, this international search report is 
restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest 



The additional search fees were accompanied by the applicant's protest. 
□ No protest accompanied the payment of additional search fees. 



Form PCT/ISA/210 (continuation of first sheet (2)) (January 2004) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP2004/0Q8678 



Continuation of Box No.II-1 of continuation of first sheet (2) 
and Rule 39.1(iv) of the Regulations under the PCT, to search. 



Form PCT/ISA/210 (extra sheet) (January 2004) 



mmttim^ PCT/JP2004/00867 8 



Int. CI 7 A61K45/00, 31/397, A61P3/06, 9/10 // C07D405/10, 405/12 



Mfctfofeft/hRRfpH- (H^'#fP^a (IPO ) 

Int. CI 7 A61K45/00-45/08, 31/00-31/80, A61P1/00-43/00, C07D405/00-405/14 



B*B*/H»3£®<k$fc 



1922-199 6¥ 
1971-200 4*F 
1996-200 4^ 
1994-200 4^ 



MEDLINE (STN) , EMBASE (STN) , BIOSIS(STN), BIOTECHABS (STN) , CAplus(STN), REGISTRY (STN), IWI (DIALOG) 



C. 









Y 


W0 02/058732 A2 (SCHERING CORPORATION) 2002. 08. 01, ^X0m, 
& US 2002/0151536 Al & US 2002/0192203 Al & NO 200303355 A 
& EP 1353696 A2 & SK 200300948 A3 & BR 200206654 A 
& HU 200303915 A2 & AU 2002247019 Al & CZ 200302030 A3 
& EP 1413331 A2 & KR 2004025887 A & JP 2004-521893 A 


1-7 



iaj #fcHaw>&5:fcil*-cttfc<x — aSft&flfzKSfl&^-i- 



rxj ttsa©fe5«tfeot, 

TYj 4#tliiS<ofc5jtittT?*>oT. 



06. 09. 2004 



21. 9. 2004 



s^mmfFT (isa/jp) 

iPH*^ 100-8915 
JtCKiFFft ffl Kl^iET |4S3f 



4 C 



9 7 3 6 



HISS^- 03-3581-1101 f*30 3 4 5 0 



ISPCT/ISA/2 10 (12^-^) (2 0 0 4^1 j?) 



S8RtiJJR## PCT/JP2 0 0 4/0 0 8 6 7 8 



C QR#) . 












Y 


JP 8-505141 A (VxDyr W-fa y) 1996.06.04, ^Zfc#j^, 

& WO 94/14433 Al & AU 9458720 A & ZA 9309552 A 

& rl yoU^yib A & 1NU yoUzb/iy A & Jir b/b/14 Al 

& CN 1095591" A ■& CZ 9501643 A3 & SK 9500783 A3 

& JP 8-505141 A & NZ 259790 A,& NZ 299704 A 

& US 5661145 A & SG 45147 Al & IL 108112 A 


1-7 

■ 


X 


WU Uz/Ubb4o4 Al (,i§e=3£bfM^^Sf±) 2002. 08. 29, ^yzwm, 
k EP 1362855 Al & KR 2003076690 A & BR 200206193 A 
& US 2004/0063929 Al & AU 2002237522 Al 
& JP 2002-237522 Al & CN 1492865 A 


1 — 7 


A 


WO 02/50090 Al (SCHERING CORPORATION) 2002. 06. 27, 

Sr ATT OAAOQIA/IO A P. TTC OAAO /Al 0^7/^AA A1 O tto oaao MmrAon A1 

& AU ZUUZolU4y A & lib Z0UZ/0137o9U Al & US 2003/0105028 Al 
& NO 200302806 A & EP 1347987 Al & SK 200300770 A3 
& CZ 200301674 A3 & HU 200302269 A2 & KR 2003063414 A ' 
& BR 200116212 A & JP 2004-516299 A & CN 1483039 A 


1 - 7 


A 


JP 10-512592 A(fx-!W* n-rw^y) 1998.12.02, 

J?r *7A Q£\AQAQQ A P„ ATT 7f^ A P ATA AOA1 nr~A A o r^i no/~\-ion/f ao 

& z,a youyucsy A & AU yo/ol/y A & JNU yoOlybO A & CZ 9801294 A3 
& EP 877750 Al & SK 9800483 A3 & BR 9611401 A & NZ 321766 A 
& HU 9802539 A2 & CN 1205707 A & MX 9803447 Al 
k KR 99067202 A & JP 2001-48895 A 


1-7 


A 


JP 9-510970 A(*HJyr a-*' WJ/gy) 1997. 11. 04, 

A WA /OfiQQ/l Al P. ATT OC01 rnc a P T7T ACnoolT a 

& WU yb/Zooo4 Al & AU ybZlbyb A a rl 9603817 A' 
& NO 9604008 A & EP 751934 Al & CZ 9602815 A3 
& SK 9601197 A3 & NZ 283528 A & KR 97702246 A 
& MX 9604030 Al & CN 1144522 A 


1-7 


A 

rx 


jr o ouiiiu Aviiv/ *3— ijv v v 3 / j iyyb. oz. Oo, 

& W0 94/17038 Al & ZA 9400386 A & AU 9460872 A 

& FI 9503497 A & NO 9502884 A & EP 681569 Al & CZ 9501801 A3 

& SK 9500911 A3 & NZ 261714 A & CN 1118163 A 


1 — 7 


A 


US 5756470 A(Schering Corporation) 1998.05.26 
{7t% y-fcu 


1-7 



fetPCT/ISA/2 10 ®2^"i?«ftt) (.2 004flfl) 



HgR!±!IB#-5§- PCT/JP2 0 04/0 0 8 6 78 



fe!8^3« (PCT17i(2)(a)) ©SJfeHiJ:*), i©ai»«i|3!E«#«^©a*^ j: 9»*©ftffl©^^oV^T^ 
1. [x] SBjfccottffl 8 «v c»Hl^fS«ia^«^§r fc^U^V^M*i'#^t>Wt?fo5o 

(PCT17i(2)(a)(i) N PC T»J39. 1 (iv) ) 



=56 o T IE* $ th X V ^ft 1/ \ 



1. □ ffiiSA55S^/i^O«#W^-r-<X^Pfll^}-|W-+Ufcro-t:\ i©HIJBiW2iE»#W\ i-^TOWBfeRTll&fcflf* 



4. □ fflJSA* s M^iI*PM^»trffl^l*l}c«#U^^^fcO-e, Bf*©|5HcoM^|a« 



i*PCT/ISA/2 10 (f (2) ) (2004^1^) 



